Jan-13-2009 01:38 PM MERCK & Co. 732-5942300 CENTflALFAXCiNTiS 

OK TO ENTER: /C.J./ 

ApplT..No.: 10/593,540 

03/06/2009 Case No.: BY0042P 

Page No.: 2 



IN THE CLAIM? 

This listing of claims will replace all prior versions, and listings, of claims in the application. 

Claim 1 (Currently Amended) A compound represented by the formula (I): 




or a pharmaceutically acceptable salt thereof, wherein: 
X is CH; 

Y is oxygen atom or sulfur atom; 

Rl is one group or atom optionally selected from the following (1), (2), (3), (4), (5) 

and (6) : 

(1) a five- or six-membered heteroaryl group having one to three hetero 
8tom(s) selected from the group consisting of nitrogen atom, sulftu- atom and oxygen atom in a ring , 
said heteroaryl group (I ) being optionally fused to a phenyl ring; 

(2) an aryl group; 

(3) a straight-chain or branched lower alkyl group; 

(4) a cycloalkyl group having 3 to 7 carbon atoms; 

one of the carbon atoms contained in said group except for a carbon atom bonding to Y, being 
optionally replaced with an oxygen atom, NH, N-alkanoyl group or^ carbonyloxy group said R' may 
have one to three groups, being the same or different, selected from a; 

(5) a straight chain or branch e d low e r allcenyl group; and 

(6) hydrogen atom; 

R2 is hydrogen atom or fluorine atom; 

ring A is a monocyclic orbicyclic heteroaryl group represented by the formula (II) : 
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(II) 

said ring A optionally having one to three substituent groups selected from P; 

substituent group a is selected from the group consisting of: 

a lower alky] group optionally substituted with one to three halogen atom(s); 

a cycloalkyl group having 3 to 7 carbons; 

a lower alkoxy group; 

a hydroxyl group; 

a hydroxyalkyi group; 
said hydrogen atom of the hydroxyl portion of the hydroxyalkyi group being 
optionally substituted with a lower alkyl group; 

an alkanoyl group; 

halogen atom; 

oxy group; 

a lower alkylsulfonyl group; 

a lower alkylsulfonylamino group; 

a mono- or dt-lower alkylcarbamoyl group; 

a mono- or di-lower alkylcarbamoylalkyl group; 

a mono- or di-lower alkylsulfamoyl group; 

an amino group; 

a mono- or di-lower alkylamino group; 
cyano group; and 

a five- or six-membered heteraryl group which may have one to three 
hetero atom(s) selected from the group consisting of nitrogen, sulflir and 
oxygen; 



substituent group p is selected from the group consisting of: 
a lower Eilkyl group; 
a lower alkoxy group; 
a halogen atom; 
a trifluoromethyl group; 



PACE m2 • RCVD AT in3f200a 1:44:18 PM [Eastern Standard Time] • 8VR:U8PTO-EFXRP-6/14 * DNIS:2738300 • C&ID:732 SS42300 ' DURATION (min-ss):04-36 



Jan-13-2009 01:38 PM MERCK & Co. 732-5942300 



5/12 



Appln.No.: 10/593.540 
Case No.: BY0042P 
Page No.: 4 

a hydroxyalkyi group; 
wherein the hydrogen atom of hydroxyl group in said hydroxyalkyi group may he 
substituted with a lower alkyl group; 
an aminoalkyl group; 
and wherein the amino group in said aminoalkyl group may be further substituted 
with a lower alkyl group; 
an alkanoyl group; 
carboxyl group; 
an alkoxycarbonyl group; and 
a cyano group. 

Claim 2 (Cancelled) 

Claim 3 (Original) A compound or a pharmaceutically acceptable salt thereof 
according to claim I, wherein Rl is a group which is optionally selected from the following (1 ) and 
(2): 

(1) a five- or six-membered heteroaryl group having one to three hetero atom(s) 
selected from the group consisting of nitrogen atom, sulfur atom and oxygen atom in a ring; 
said heteroaryl group may form a fused ring with phenyl group; and 

(2) an aiyl group; 

said Rl may have one to three group(s), being same or different, selected from the above-mentioned 
substituent group a. 

Claim 4 (Previously Presented) A compound or a pharmaceutically acceptable .salt 
thereof according to claim 3, wherein the ring A is selected fiom the group consisting of: 
thia2olo[5,4-b]pyridinyl, pyrazinyl, thiadiazolyl and pyrazolyl which may have one to three 
substituent(s), being same or different, selected firom the substituent group p. 

Claims 5-7 (Cancelled) 

Claim 8 (Previously Presented) A compound or a pharmaceutically acceptable salt 
thereof according to claim 6, wherein Y represents a sulfur atom. 
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Claim 9 (Currently Amended) A compound or a pharmaceutical ly acceptable salt 
thereof according to claim 1 , wh e r e in the compound roprosentod by th e formula (I) is s elected from 
the group consisting of; 

[6-(4H-[I,2,4]triazoI-3-ylsulfanyl)-quinazolin-4-yl]-thiazolo[5,4-b]pyridin-2-yl-amine, 

[6-(4-methyl-4H-[l,2,4]triazol-3-ylsulfanyl)-quinazolin-4-yl]-thiazol-2-yl-amine, 

[6-(4-methyl-4H-[l,2,4]tria2»l-3-ylsulfenyl)-quinazolin-4-yl]-pyrazin-2-yl-amine, 

(6-phenoxyquinazolyn-4-yl)-pyrazin-2-yl-amine, 

[6-(4H-[l,2,4]triazol-3-ylsulfanyl)-quinazolin-4-yl]-pyrazin-2-yl-amine, 

[6-(4-raethy[-4H-[l,2,4]triazole-3-yIsulfanyl)-quina2olin-4-yl]-thiazolo[5,4-bJpyridin-2-yl-amine. 

(6-phenoxy-quinazolin-4-yl)-thiazolo[5.4-b]pyridin-2-yl-amine, 

[6-(2-fluoro-phenoxy)-quinazolin-4-yl]thiazolo-[5,4-b]pyridin-2-yl-amine, 

[6-(I-methyl-lH-imidazol-2-ylsulfanyl)-quinazolin-4-ylJ-thiazolo[5,4-b]pyrldin-2-yl-aminc. 

[6-(pyridin-2-ylsulfanyl)-quina2olin-4-yl]-thiazolo-[5,4-b]pyridin-2-yl-amine, 

[6-(4-methyl-4H-[l,2,4]triazol-3-ylsulfanyl)-quinazolin-4-yl].(3-methyl-[l,2,4]thiadia2ol-5-yl- 

amine, 

[6-{pyrimidin-2-ylsulfanyl)-quinazolin-4-yl]-thiazolo[5,4-b]pyridin-2-yl-amine, 

[6-(4-methyl-4H-[l,2,4]-tria2ol-3-ylsulfanyl)-quina2olin-4-yl]-thiazolo[5,4-bI-pyridin-2-yl-amine, 

[6-(4-raethyI-4H-[l,2,4]triazol-3-ylsulfanyI)-quinazolin-4-yl]-thiazolo[4,5-b]pyrazin-2-yl-amlnc, 

benzothiazol-2-yl-[6-(4-methyl-4H-[l,2,4]triazol-3-ylsulfanyl)-quinazolin-4-yl]-amine, 

[6-(3H-[I,2,3]triazol-4-ylsulfanyl)-quinazolin-4-yl]-thiazolo[5,4-b]pyridin-2-yl-amine, 

(l-meihyl-lH-pyrazol-3-yl)-[6-(4-methyMH-[l,2,4]-triazol-3-ylsulfanyl)-quinazolin-4-yl]-amine, 

[6-(4-methyl-4H-[l,2,4]triazol-3-ylsulfanyl)-quinazolin-4-yl]-pyrimidin-4-yl-amine, 

(5-methyl-pyrazin-2-yl).[6-(4-methyI-4H-[ 1 ^.4]- 

triazof-3-ylsulfanyl)-quinazolin-4-yl]amine, 

[6-(4-methyl-4H-[l,2,4]tria2ol-3-ylsuIfanyl>quinazolin-4-yl]-pyrazin-2-yl-amine, 
(5-chloro-thiazol-2-yl)-[6-(4-methyl-4H-[l^,4]-triazol-3-ylsulfanyl)-quinazolin-4-yl]-aminc, 
[6-(2-fluoro-l-fluoromethyl-ethoxy)-quinazoIin-4-yl]-thiazolQ[5,4-b]pyridin-2-yl-amine, 
(6-isopropoxy-quinazo]in-4-yl)-pyrazin-2-yl-amine, 
(6-isopropoxy-qviinazolin-4-yl)-thiazolo[5,4-b]pyridin-2-yl-ainine, 
[6-(2-hydroxy-(lS)-methyl-ethoxy-quinazolin-4-yl)]-thiazolo[5,4-b]pyridin-2-y[-amiiie, 
(6-cyc!opentyloxy-quinazoHn-4-yl)-thia2X)lo[5,4-b]-pyridin-2-yl-amine, 
[6-(2-fluoro-l -fluoromethyl-ethoxy>quinazolin-4-yl]-(l -methyl-l H-pyrazol-3-yl)-aminc, 
[6-(2-fluoro-l-fluoromethyl-ethoxy)-quina2x>lin-4-yl]-isoxazol-3-yl-amine, 
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[6-(2-fluoro-l-fluoromethyl-ethoxy)Kjuinazolin-4-yl]-(5-fluoro-thiazolo-[5,4-b]pyridin-2-yl)-amin 
[6-(2-fluoro-l-fluoromethyl-ethoxy)-quinazolin-4-yI]-(5-methoxy-thia2olo[5,4-b]pyridin-2-^ 

amine, 

(6-inethoxy-quina201in-4-yl)-pyrazin-2-yl-amine, 
(6-hydroxy-quinazolin-4-yl)-thiazolo[5,4-b]-pyridin-2-yi-amine, 

(4-methyI- 1 ,3-thiazol-2-yl)-6-(4-methyl- 1 ,2,4-triazoI-3-ylsulfanyl)-quinazolin-4-yl-aminc, 

(5-methyl- 1 ,3-thiazol-2-yl)-6-(4-methyl-l ,2,4-triazol-3-yIsulfkiyl)-quinazolin-4-yl-arnine, 

6-(methylbenzoate-2-yl)sulfanyl-tWazolo[5,4-b]-pyridin-2-ylqiiiiui7X)lin-4-yI-arn 

6-(2-hydroxymethylphenylsulfanyl)-thiazolo[5,4-b]-pyridin-2-ylquinazolin-4-yl-arnine, 

6-(pyrazin-2-ylsulfanyl)-thiazolo[5,4-b]pyridin-2-ylquinazolin-4-yl-amine, ' 

6-{3-fluoropyridin-2-ylsulfanyl)-thiazolo[5,4-b}-pyridin-2-ylquinazolin-4-yl-amine, 

6-(benzoate-2-ylsulfanyI)-thiazolo[5,4-b]pyridin-2-ylquinazolin-4-yl-amine, 

6-(3-chloropyridin-2-ylsulfanyl)-( 1 -methylpyrazol-3 -yl)quinazol in-4-yl -amine, 

[6-(2-dimethylamino-ethylsuIfanyl)Kiuina20lin-4-yl]-thiazolo-[5,4-b]pyridin-2-yl-amine, 

[6-(cycIopentylsulfanyl)-quinazolin-4-yl]-thiazolo-[5,4-b]pyridin-4-yl-amine, 

[6-(2-fluorophenylsulfanyl)-quina2olin-4-yl]-thiazoIo[5,4-b]-pyridin-2-yI-amine, 

[6-(2-methoxyphenylsulfanyl)-qumazolin-4-yl]-thiazolo[5,4-b]pyridin-2-yl-amine, 

[6-(3-chlon>pyridin-2-yloxy)-quinazolin-4-yl]-thia2olo[5,4-b]-pyridin-2-yI-ainine, 

[6-(3-cyanopyridin-2-yloxy)-quinazolin-4-yl]-thiazolo[5,4-b]pyridin-2-yl-aniine, 

[6-(3-carboxamidopyridin-2-yloxy)-quinzaolin-4-yl3-thiazolo[5,4-b]pyridin-2-yl-amine, 

[6-(pyridin-2-yloxy)-quinazolin-4-yl]-thiazolo-[5,4-b]pyridin-2-yl-amine, 

[6-(3-methylpyridin-2-yloxy)-quinzaolin-4-yI]-thiazoIo[5,4-b]pyridin-2-yl-ajnine, 

[6-(methylcarbajmoyl-methyloxy>quinazoIin-4-yl]-thiazolo-[5,4-b]pyridin-2-yI-aniine, 

[6-(3-methylsulfonylpyridin-2-yloxy)-quinazolin-4-yl]-thiazolo[5,4-b]pyridin-2-yl-ainine, 

[6-(3-chloropyridin-2-yloxy)-quina2olin-4-yI]-3-methyl-[l,2,4-]thidiazol-3-yl-amine, 

[6-(3-fluoropyridin-2-yloxy)-quinazolin-4-yl]-3-niethyl-[l,2,4]thiadiazol-5-yl-amine, 

[6-(3-chloropyridin-2-yloxy)-quinazolin-4-yl]-pyridin-2-yl-amine, 

[6-(tetrahydro-2H-pyran-4-yloxy)-quinazolin-4-y l]-( 1 -methyl- 1 H-pyrazol-3-y l)-aminc. 

[6-(3,5-difluoropyridin-2-yloxy)-quinazolin-4-yl]-3-methyI-[l,2,4]thjadiazol-5-yl-amtne, 

[6-(2-chIoro-6-(methylsulfonyl)phenoxy)-quinazolin-4-yl]-(l-methyl-lH-pyrazo]-3-yl)-amine. 

[6-(2,4-difluorophenoxy)-quinazoIin-4-yI]-(l-methyl-lH-pyrazol-3-yl)-amine, 

[6-(2-fluoro-6-(5-methyl-[l ,2,4]-oxadiazol-3-yl)-phenoxy)-quinazolin-4'yl]-3-methyl-[ 1 ,2,4]- 

thiadiazoI-S-yl-amine, 
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[6-(2-fluoro-4-(methylsulfonyl)phenoxy)-quinazoIin-4-yl]-3-methyl-[l,2,4]thiadiazol-5-yl-arTiinc. 

[6-(2-fluoro-6-(methylsulfonyl)phenoxy)-quinazolin-4-yl]-(I-methyl-lH-pyrazol-3-yl)-amine, 

[6-(2-fluoro-6-(methylsulfonyl)phenoxy)-quinazolin-4-yl]-(I-ethyl-lH-pyrazol-3-yl)-amine, 

[6-(2-fluoro-6-(methyl5ulfonyl)-phenoxy)-quinazolin-4-yl]-pyrazin-2-yl-amine, 

[6-(2-chloro-6-(methanesulfonylanuno)phenoxy)siuinazolin-4-yl]-(l-methyl-lH-pyrazol-3-yl)- 

amine, 

3-fluoro-2-({4-[(pyrazin-2-yl)amino]quinazolin-6-yl}oxy)benzonitriIe, 

[6-(butyUacton-2-yloxy)-quinazolin-4-yl]-{l-methyl-lH-pyrazol-3-yl)-amine, 

[6-(2,4-difluoro-6-(methylsulfonyl)phenoxy)-quinazolin-4-yl]-(l-methyl-lH-pyrazol-3-yl)-amine. 

[6-(2-fluoro-6-(methylsulfonyl)phenoxy)-quina2olin-4-yl]-thiazolo[5,4-b]-pyridin-2-yl-amine, 

N-(l-methyl-lH-pyrazol-3-yl)-6-[2-(methyIsulfonyl)-phenoxy]quinazolin-6-yl-amine, 

3-fluoro-2-({4-[(5-methylpyrazin-2-yl)amino]-quina2olin-6-yl}oxy)benzonitrile, 

6-(3-chIoropyridin-2-ylsulfanyl)-(l-methylpyrazol-3-yl)quinazoIin-4-yI-amine, 

6-(3-chloropyridin-2-ylsulfanyl)-(5-inethyl-pyrazin-2-yl)quinazolin-4-yl-amine, 

6-(3-choropyridin-2-ylsulfanyl)-( 1 H-pyrazoI-3-yl)-quinazoIin-4-yl-amine, 

6-(acetylpiperidin-4-yl)oxy-N-[l,3]-thiazolo[5,4-d]-pyridin-2-ylquinazolin-4-yl-amine, 

N-( 1 -methyl- 1 H-pyrazol-3-yl)-6-(pyrazin-2-yloxy)-quinazolin-4-yl-amine, 

N-(l-methyl-lH-pyrazol-3-yl)-6-(pyrimidin-4-yIoxy)-quinazolin-4-yl-amjne, 

6-[2-fluoro-l-(fluoromethyl)ethoxy]-N-[l,3]thia2ol-[5,4-d]pyrirnidin-2-ylquinazolin-4-yl-amine. 

6-[(3-chloropyridin-2-yl)oxy]-N- 1 ,3-thiazoI-2-ylquinazolin-4-an)ine, 

( 1 -methy lpyrazol-3 -yl)quinazolm-4-yl-ainine, 

6-(l,3-benzothiazol-2-yloxy)-N-(l-methyl-lH-pyrazol-3-yl)-quinazolin-4-yl-amine, 

N-(I-methyl-lH-pyrazol-3-yl)-6-(quinazolin-2-yloxy)-quinazolin-4-yl-amine, 

6-[(5-fluoropyridin-2-yl)oxy]-N-(l-methyl-lH-pyrazol-3-yl)quinazoIin-4-yl-anijne, 

6-[(3-chloropyridin-2-yl)oxy]-N-(5-methyl-lH-pyrazol-3-yl)quinazolin-4-yl-amine, 

N-(l-methyl-lH-pyrazol-3-yl)-6-(pyridin-3-yloxy)-quinazolin-4-yI-aniine, 

6-[(3-chloropyridin-2-yl)oxy]-N-4H-[l,2,4]-triazol-3-ylquinazolin-4-yl-amine. 

6-[(5-fluoropyridin-3-yl)oxy]-N-(l-methyl-lH-pyra2oI-3-yl)quinazolin-4-yl-amine, 

6-[(3-chIoropyridin-2-yI)oxy}-N-[l,2,4]-thiadiazoI-5-yIquinazolin-4-yl-amine, 

N-( 1 -methyl- 1 H-pyrazol-3-yI)-6-[(3-methylpyridiii-2-yl)oxy]quinazo]in-4-yl-amine, 

6-([3-(difluoromethyI)pyridin-2-yl]oxy}-N-(l-methyl-lH-pyrazol-3-yl)quina2olin-4-yl-amine, 

N-(l-methyl-lH-pyrazoi-3-yl)-6-{[3-(trifluoromethyl)-pyridin-2-yl]oxy}quina2olin-4-yl-aminc, 

[2-({4-[(I-methyl-lH-pyrazoI-3-yl)amino]quinazolin-6-yl}oxy)pyridin-3-yl]methanol, 
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6-{[3-(fluoromethyl)-pyridin-2-yl]oxy}-N-(l-inethyl-lH-pyrazol-3-yl)quinazolin-4-yI-amine, 
1 -[2-( {4-[( 1 -methyl- 1 H-pyrazoi-3 -yI)amino]-quinazolin-6-yl } oxy)pyridin-3-yl]ethanone, 

5- cliJoro-2-methyl-4-({4-[(l-methyl-lH-pyrazol-3-yl)-arnino]quinazoIin-6-yl}oxy)pyridazin-3(2FI)- 
one, 

6- [(6-fluoropyridin-2-yl)oxy]-N-(l-methyHH-pyrazol-3-yl)quinazolin-4-yl-amine, 
[3-fluoro-2-({4-[(l-methyl-lH-pyrazol-3-yl)ainino]-quinazolin-6-yl}oxy)phenyl]methanol, 
6-[2-fluoro-6-(fluoromethyl)-phenoxy]-N-(l-methyI-lH-pyrazol-3-yl)quinazolin-4-yl-amine, 
[3-chloro-4-({4-[( 1 -methyl-1 H-pyrazol-3-yl}amino]-quinazolin-6-yl } oxy)phenyl]methanol. 
Methyl 5-(raethylsulfonyl)-2-({4-[(3-niethyl-[l,2,4]-thiadiazol-5-yl)aniino]-quinazolin-6- 
yl}oxy)benzoate, 

3-fluoro-2-({4-[(l-pyridin-2-yl-lH-pyrazol-3-yl)-amino]quinazo!in-6-yl}oxy)benzoni1rile. 
l-[3-fluoro-2-({4-[(l-methyl-lH-pyrazol-3-yl)amino]-quinazolin-6-yl}oxy)phenyl]et]ianone, 
6-[(3-chloropyridin-2-yl)oxy]-N-[ 1 -(difluoromethyl)- 1 H-pyrazol-3-yl]quinazolin-4-yI-amine, 
3-chloro-N,N-dimethyl-2-({4-[(3-methyl-[l,2,4]-thiadiazoI-5-yl)amino]quinazolin-6- 
yl } oxy)benzenesuIfon-ainide, 

6-[2-chloro-6-(ethylsulfonyl)phenoxy]-N-(3-methyl-l,2,4-thiadiazol-5-yl)quinazolin-4-yl-ainine, 

6-[2-fluoro-6-(methylsuIfonyl)phenoxy]-N-(5-methylpyrazin-2-yl)-quinazolin-4-yl-aniine, 

6-[2-chloro-6-(cyclopropylsulfonyl)-phenoxy]-N-(l-methyl-lH-pyrazol-3-yI)quinazolin-4-yl-aniine, 

6-[2-fluoro-6-(raethyIsuIfonyl)phenoxy]-N-lH-pyrazol-3-yIquinazolin-4-yI-amine, 

6-[3-cyclopropylpyridin-2-yl]oxy]-N-(l-methyl-lH-pyrazol-3-yl)quinazolin-4-y!-amine, 

[2-({4-[(l-methyl-lH-pyrazol-3-yl)amino]quinazolin-6-yl}oxy)-3-(trifluorornethyl)phenyl]methanol, 

6-[2-fluoro-6-(methylsulfonyl)phenoxy]-N-pyridazin-3-ylquinazolin-4-yi-amine, 

N-(5-chloropyra2in-2-yl)-6-(2-fluoro-6-(methylsulfonyl)-phenoxy]quinazolin-4-yl-amine, 

[3,5-difluoit)-4-({4-[(l-methyl-lH-pyrazol-3-yl)-amino]quina2olin-6-yl}oxy)phenyl]-methanol, 

3-fluoro-2-{{4-[(l-methyl-lH-pyrazol-5-yl)ainino]-quinazolin-6-yl}oxy)benzonitriIe, 

6-[4-methyl-2-(methylsulfonyl)phenoxy]-N-(l-methyl-lH-pyrazol-3-yI)quinazolin-4-yl-amine. 

6-(2,6-difluorophenoxy)-N-(l-methyl-pyrazol-3-yl)-quinazolin-4-yl-ainine, 

l-[3-methyl-2-([4-[(l-methyl-pyrazol-3-yI)ainino]-quinazolin-6-yI]oxy)pht;nyl]elhanone, 

6-[2-(fluoromethyl)-6-{rncthylsulfonyl)phcnoxy]-N-(l-methyl-pyrazol-3-yl)quinazolin-4-yl-aminc, 

3-mcthyl-2-({4-[(I-methyl-pyrazol-3-yl)amino]-quinazolin-6-yl}oxy)benzonitrile, 

Cyclopropyl[3-fluoro-2-([4-[{ 1 -methyl-pjnrazol-3-yl}-aininol-quinazolin-6- 

yI]oxy)phenyi]methanone, 

6-[2-fluoro-6-(methoxymethyl)phenoxy]-N-(I-incthyl-pyrazol-3-yl)quinazolin-4-yl-aniinc, 
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[6-(5-chloro-3-fluoropyridin-2-yloxy)-quinazolm-4-yl]-( 1 -methyl-1 H-pyrazol -3 -yl)-amine, 
[6-(3-fliioropyridin-2-yloxy)-quinazolin-4-yl]-(l-methyl-lH-pyrazol-3-yl)-amine, 
6-[2-methyl-6-(methylsulfonyl)-phenoxy]-N-(l-methyl-pyrazol-3-yl)quinazolin-4-yl-amine, 
6-[2-(fluoromethyl)-6-(methyIsulfonyl)phenoxy]-N-(lH-pyrazol-3-yl)quinazolin-4-yl-amine [or] and 
[6-(2-fluoro-6-(methanesulfonamide)phenoxy)Hiuinazolin-4-yl]-<l-rnethyl-lH-pyrazc)l-3-yl)-ajTiine. 

Claims 10-13 (Cancelled) 

Claim 14 (Previously Presented) A pharmaceutical composition compiising a 
compound in accordance with claim 1 in combination with a pharmaceutically acceptable carrier. 

Claims 15-16 (Cancelled) 
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